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Carbostyril derivatives. Yoshizaki, Shiro; Tamada, Shigeharu; Nakagawa, Kazuyuki. (Otsuka Pharmaceutical 
Co., Ltd., Japan). Japan. Kokai (1977), 8 pp. CODEN: JKXXAF JP 52083379 19770712 Showa. Patent 
written in Japanese. Application: JP 75-157140 19751226. CAN 88:6752 AN 1978:6752 CAPLUS 

Abstract 

Four-5-(a-substituted aminoalkanoyl)carbostyril derivs. I (R = H, Me; R1 = H, alkyl; R2 = H, Me; R3 = H, Me, 
MeO; n = 0,1) and 4 5-[(2-substituted amino-1-hydroxy)alkyl]carbostyrils II (R4 = H, Me, PhCH2; R5 = H, alkyl; 
R6 = H, Me; R7 = PhO, Ph, 4-MeOC6H4) were prepd. by reaction of III (X = halo) with 

H2N(CHR2CH2)nC6H4R3-4 followed by redn. if needed. I and II had P-sympathomimetic, anticonvulsant, 

antihypertensive, etc., activities. Thus, stirring 5 g 5-(a-bromopropionyl)-8-methoxy-3,4-dihydrocarbostyril with 
20 g 4-MeOC6H4CH2CH2NH2 6 h at room temp, gave, after treatment with 47% HBr, 3.6 g 

5-[a-(2-p-methoxyphenylethyl)aminopropionyl]-8-methoxy-3,4HJihydrocarbostyril-HBr (IV). Hydrogenation of 1 .5 
g IV, over Pd-black, gave 1 .2 g 

5-[[1-hydroxy-2-(2-p-methoxyphenylethyl)amino]propyl]-8-methoxy-3,4-dihydrocarbostyril-HBr. 
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Abstract 



\ 



Nine title derivs. I = H, Me; R1 = H, Et; NR2R3 = Me2CHNHk EtNH, PhCHMeNH, cyclohexylamino, piperidino, 
morpholino, etc.) werte prepd. by treating II with HNR2R3. I are bronchod Hating, vasodilating, or hypotensive 
agents (no data). Thus^ 3.0 g 5-(1,2-epoxybutyl)-8-hydroxycarbostyril in MeOH was stirred with 10 mL iso-PrNH2 
5 h at 60° to give, after ^Keatment with HCI, 0.6 g I.HCI (R1 = Et, R2\iso-Pr, R = R3 = H). 
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